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AB The title compds. I [V, W and Y represent each a bond or a spacer having from 
1 to 8 atoms in the main chain; the rings A and B are each a cyclic group 
optionally further having substituent ( s ) ; Z represents H or a* substituent; X 
represents carbon or sulfur; Rll and R12 represent each a substituent; p and q 
are each 0 or an integer of 1 to 4 ; and x and m are each 0 or 1; the dotted 
line indicates a single bond or a double bond; a and P or P and y do not 
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represent double bonds at the same time; when X is both a and P indicate 
single bonds] are prepared Thus, 1- ( 3~methyl-l, 2, 4-thiadiazol-5-yl ) -4- 
( [ (3S, 5S) -5- (pyrrolidin-l-ylcarbonyl) pyrrolidin-3-yl] carbonyl) piperazine 
hydrochloride was prepared in a multistep process from 2-benzyl 1-tert-Bu 
(2S^ 4S) ~4-cyano-l, 2-pyrrolidinedicarboxylate . Compds . of this invention 
showed IC50 values of 18 nM to 52 nM against dipeptidylpeptidase IV. 
Formulations are given. 
IT 898274-42-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of pyrrolidine derivs . as dipeptidylpeptidase IV inhibitors) 
RN 898274-42-5 CAPLUS 

CN Piperazine, 1- [3- (methylthio) -1,2, 4-thiadiazol-5-yl] -4- [ [ (3S, 5S) -5- (1- 

pyrrolidinyl carbonyl) -3-pyrrolidinyl] carbonyl] monohydrochloride (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



O O 



• hci 




REFERENCE COUNT: 



58 THERE ARE 58 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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'r2 I 



IT 



RN 
CN 



Pest control compns . with excellent efficacy contain (1) a pyrimidine compound 

(I, wherein Rl = H, alkyl; R2 = alkynyloxy; R3 = halo, alkyl; XI = 

(un) substituted C4-7 polymethylene) or a thiadiazole and (2) imidacloprid as 

active components . Thus, 4- (2-butynyloxy) -5-fluoro-6- (3,3- 

dimethylpyrrolidin-l-yl) pyrimidine + Admire wettable powder at 12,5 + 0.025 
ppm was more effective than the individual components at the same rates 
against Aphis gossypii on cucumber. 
886841-46-9 886841-48-1 886841-50-5 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 

(as pesticide) 
886841-46-9 CAPLUS 

2-Imidazolidinimine, 1- [ ( 6-chloro-3-pyridinyl) methyl] -N-nitro-, (2E) -, 
mixt. with 3-methyl-l- [ 3- (2-pentynyloxy) -1,2, 4-thiadia2ol-5-yl] piperidine 
(9CI)- (CA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 




CM 



2 



CRN 138261-41-3 
CMF C9 HIO CI N5 02 




N— N02 
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RN 886841-48-1 CAPLUS 

CN 2-Iniidazolidinimine, 1- [ ( 6-chloro-3-pyridinyl) methyl] -N-nitro-, (2E)-, 
mixt. with 1- [3- {2-butynyloxy) -1, 2, 4-thiadia2ol-5"yl] -3, 5- 
dimethylpiperidine {9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




CM 2 

CRN 138261-41-3 
CMF C9 HIO CI N5 02 




N— N02 



RN 886841-50-5 CAPLUS 

CN 2-Imidazolidinimine, 1- [ ( 6-chloro-3-pyridinyl ) methyl] -N-nitro-, (2E)-, 
mixt. with 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1, 2, 4-thiadia2ol-5- 
yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 



Me 
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CM 2 

CRN 138261-41-3 
CMF C9 HIO CI N5 02 
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Patent 
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PATENT NO. 
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JP 2004-321495 
JP 2004-321495 



DATE 

20041105 
20041105 




Rl 



r2 



AB Highly effective pest control compns . contain (1) pyrimidines (I, wherein Rl = 
H, alkyl; R2 = alkynyloxy; R3 = H, halo, alkyl; XI = (un) substituted C4-7 
polymethylene) or 1, 2, 4-thiadiazole derivs . such as 3- (2-pentynyloxy) -5- (3- 
methylpiperidino) -1, 2 , 4-thiadiazole and (2) (E) -Nl- [ ( 6-chloro-3- 
pyridyl ) methyl ]-N2-cyano-Nl-methylacetamidine (acetamiprid) . Thus, 4-(2- 
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butynyloxy) -5-fluoro-6- (3, 3-dimethylpyrrolidin- 1-yl) pyrimidine + acetamiprid 

at 12.5 + 0.025 ppm was more effective than the individual components at the 

same rates against Aphis gossypii on cucumber. 
IT 886840-72-8 886840-73-9 886840-74-0 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 

(Biological study); USES (Uses) 
(as pesticide) 
RN 886840-72-8 CAPLUS 

CN Ethanimidamide, N- [ (6-chloro-3-pyridinyl) methyl] -N * -cyano-N-methyl-, 
(IE) mixt . with 3-methyl-l- [3- ( 2-pentynyloxy) -1, 2, 4-thiadiazol-5- 
yl] piper idine (9CI) (CA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 




Me 



CM 2 

CRN 135410-20-7 
• CMF CIO Hll CI N4 

Double bond geometry as shown. 



Me 




RN 886840-73-9 CAPLUS 

CN Ethanimidamide^ N- [ ( 6-chloro-3-pyridinyl ) methyl] -N ' -cyano-N-methyl-, 
(IE)-, mixt. with 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5- 
dimethylpiper idine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




Me 
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CM 2 

CRN 135410-20-7 
CMF CIO Hll CI N4 

Double bond geometry as shown. 



Me 




RN 886840-74-0 CAPLUS 

CN Ethanimidamide, N- [ ( 6-chloro-3-pyridinyl) methyl] -N ' -cyano-N-methyl-, 

(IE) mixt . with 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1^2, 4-thiadiazol-5- 
yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 




CM 2 

CRN 135410-20-7 
CMF CIO Hll CI N4 

Double bond geometry as shown. 



Me 
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2006:489433 CAPLUS Full-text 
144:462618 

Pest control compositions containing pyriproxyfen and 

pyrimidines or thiadiazoles 

Shimokawadoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 46 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131528 
PRIORITY APPLN. INFO, 
OTHER SOURCE (S) : 
GI 



KIND DATE 

A 20060525 
MARPAT 144:462618 



APPLICATION NO. 

JP 2004-321486 
JP 2004-321486 



DATE 



20041105 
20041105 




AB Highly effective pest control compns . contain (1) pyrimidines (I, wherein Rl = 
H, alkyl; R2 = alkynyloxy; R3 = H, halo, alkyl; XI = (un) substituted C4-7 
polymethylene) or 1, 2 , 4-'thiadiazole derivs . such as 3- (2-pentynyloxy) -5- (3- 
methylpiperidino) -1, 2, 4-thiadiazole and (2) 4-phenoxyphenyl (RS)-2-(2- 
pyridyloxy) Pr ether (pyriproxyfen) as active components. Thus, 4-(2- 
butynyloxy) -5-fluoro-6- (3, 3-dimethylpyrrolidin-l- yl) pyrimidine + pyriproxyfen 
at 0.15 + 50 ppm showed greater control of Bemisia argentifolii on cabbage 
than the individual components at the same resp. rates. 

IT 886840-29-5 886840-30-8 886840-31-9 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 
(as pesticide) 

RN 886840-29-5 CAPLUS 

CN Pyridine, 2- [l-methyl-2- (4-phenoxyphenoxy) ethoxy] mixt. with 

3-methyl-l- [3- {2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] piperidine (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 
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CM 2 

CRN 95737-68-1 
CMF C20 H19 N 03 




OPh 



RN 886840-30-8 CAPLUS 

CN Pyridine, 2- [ l-methyl-2- ( 4-phenoxyphenoxy) ethoxy] mixt. with 

1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5-dimethylpiperidine (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




Me 



CM 2 

CRN 95737-68-1 
CMF C20 H19 N 03 




OPh 



RN 886840-31-9 CAPLUS 

CN Morpholine, 2, 6-dimethyl-4- [3- (2-pentynyloxy ) -1, 2, 4-thiadiazol-5-yl] 
mixt. with 2- [ l-methyl-2- (4-phenoxyphenoxy ) ethoxy] pyridine (9CI) (CA 
INDEX NAME) 

CM 1 
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CMF C13 H19 N3 02 S 



10/567,984 



December 28, 2007 




CM 2 

CRN 95737-68-1 
CMF C20 H19 N 03 
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Pest control compositions containing thiamethoxam and 

pyrimidines or thiadiazoles 

Shimokawadoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 47 pp. 

CODEN : JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131530 
PRIORITY APPLN. INFO. 
OTHER SOURCE ( S ) : 
GI 



KIND DATE 

A 20060525 
MARPAT 144:462617 



APPLICATION NO. 



JP 2004-321488 
JP 2004-321488 



DATE 



20041105 
20041105 
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Me 




'o-CH2-C^C— CH3 I 



On 



AB Compns. with excellent ' pest control effect contain (1) a pyrimidine compound 
(e.g., I) or a 1, 2, 4-thiadiazole derivative (e.g., II) and (2) 3- [ (2-chloro- 
1, 3-thiazol-5-yl)methyl] -5-methyl-l, 3, 5-oxadiazinan-4- ylidene (nitro) amine 
(thiamethoxam) . Thus, I + thiamethoxam at 12.5 + 0.025 ppm was more effective 
than the individual components at the same rates against Aphis gossypii on 
cucumber . 

IT 886843-19-2 886843-21-6 886843-22-7 

RL: AGR (Agricultural use) ; BSU (Biological study, unclassified); BIOL 

(Biological study); USES (Uses) 
(as pesticide) 
RN 886843-19-2 CAPLUS 

CN 4H-1 , 3, 5-Oxadiazin-4-imine, 3- [ (2-chloro-5-thiazolyl ) methyl] tetrahydro-5- 

methyl-N-nitro-, mixt. with 3-methyl-l- [3- (2-pentynyloxy ) -1, 2, 4-thiadiazol- 
5-yl]piperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



Et— C^C— CH2 — 0. 




Me 



CM 2 

CRN 153719-23-4 

CMF C8 HIO CI N5 03 S 



.N02 



Me 



ci 



12 



1 0/567,984 December 28, 2007 

RN 886843-21-6 CAPLUS 

CN 4H-1, 3, 5-Oxadiazin-4-imine, 3- [ (2-chloro-5-thiazolyl) methyl] tetrahydro-5- 

methyl-N-nitro-, mixt. with 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5- 
dimethylpiperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




Me 



CM 2 

CRN 153719-23-4 

CMF C8 HIO CI N5 03 S 



Me 




RN 886843-22-7 CAPLUS 

CN 4H-1, 3, 5-Oxadiazin-4-imine, 3- [ (2-chloro-5-thiazolyl) methyl] tetrahydro-5- 
methyl-N-nitro-, mixt. with 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1, 2, 4- 
thiadiazol-5-yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 




CM 2 



CRN 153719-23-4 

CMF C8 HIO CI N5 03 S 



10/567,984 



December 28, 2007 




L12 ANSWER 6 OF 21 CAPLUS COPYRIGHT 2007 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 
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2006:489274 CAPLUS Full-text 
144:462616 

Pest control compositions containing f enpropathrin and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 44 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



KIND DATE 

A 20060525 
MARPAT 144:462616 



APPLICATION NO. 

JP 2004-321499 
JP 2004-321499 



DATE 



20041105 
20041105 



Me I M 




0-CH2-C = C_CH3 I 



N_S 



Me 



Et 



_C=C.CH2-0 ^i^i^^^N^^^^^ 



AB Compns. with excellent pest control effect contain (1) a pyrimidine derivative 
(e.g., I) or a 1, 2 , 4-thiadiazole (e.g., II) and (2) f enpropathrin . Thus, 4- 
(2-butynyloxy) -5-fluoro-6- (3, 3-dimethylpyrrolidin-l-yl) pyrimidine + Rody (500 
+ 100 ppm) gave almost 100% control of ^^his gossypii on cucumber. 

IT 886974-51-2 886974-52-3 886974-53-4 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 
(as pesticide) 
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RN 886974-51-2 CAPLUS 

CN Cyclopropanecarboxylic acid, 2, 2, 3, 3-tetramethyl-, cyano{3~ 

phenoxyphenyl) methyl ester, mixt. with 3-methyl-l- [3- {2-pentynyloxy) -1, 2, 4- 
thiadia2ol-5-yl]piperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



Et-C=C-CH2-0.._^^^5;^^ C 



CM 2 

CRN 39515-41-8 
CMF C22 H23 N 03 



Me Me 

"-^X C_0_ CH_r<*^;^°'^ 



RN 886974-52-3 CAPLUS 

CN Cyclopropanecarboxylic acid, 2, 2, 3, 3-tetramethyl-, cyano(3- 

phenoxyphenyl ) methyl ester, mixt. with 1- [ 3- (2-butynyloxy) -1, 2, 4- 
thiadiazol-5-yl] -3, 5-dimethylpiperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




CM 2 

CRN 39515-41-8 
CMF C22 H23 N 03 
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rcr 



OPh 



RN 886974-53-4 CAPLUS 

CN Cyclopropanecarboxylic acidi, 2, 2, 3, 3-tetramethyl-, cyano(3- 

phenoxyphenyl) methyl ester, mixt. with 2, 6-dimethyl-4- [3- (2-pentynyloxy) ■ 
l,2,4-thiadiazol-5-yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 



Et— c— CH2 — O. 




CM 2 

CRN 39515-41-8 
CMF C22 H23 N 03 



Me Me 



Me 



^X^ ^OPh 
C_ 0— CH r^^'^^r^ 

m4 tn kJl 
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2006:489273 CAPLUS Full-text 
144:462615 

Pest control compositions containing 

A<-cyhalothrin and pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



16 



10/567,984 



December 28, 2007 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



JP 2006131539 



A 



20060525 



JP 2004-321497 
JP 2004-321497 



20041105 
20041105 



PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 

GI 



MARPAT 144:462615 



Rl 




I 



AB Compns. with excellent efficacy in pest control contain (1) a pyrimidine (I, 
wherein Rl = H, alkyl; R2 = alkynyloxy; R3 = halo, alkyl; XI = 
(un) substituted C4-7 polymethylene) or a thiadiazole compound such as 3-(2- 
pentynyloxy) -5- ( 3-methylpiperidino) -1,2, 4 -thiadiazole and (2) ^-cyhalothrin . 
Thus, 4- (2-butynyloxy) -5-fluoro-6- (3, 3- dimethylpyrrolidin-l-yl) pyrimidine + 
Karate at 12.5 + 1.5 ppm was more effective than the individual components at 
the same rates against Aphis gossypii on cucumber. 

IT 886844-06-0 886844-07-1 886844-08-2 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 



RN 886844-06-0 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- [ ( IZ ) -2-chloro-3, 3, 3-trif luoro-l-propenyl] - 
2, 2 -dimethyl-, (R) -cyano (3-phenoxyphenyl) methyl ester, ( IS, 3S) -rel-, mixt. 
with 3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] piperidine (9CI) 
(OA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



CM 2 

CRN 91465-08-6 

CMF C23 H19 CI F3 N 03 

Relative stereochemistry. 
Double bond geometry as shown. 



(as pesticide) 
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Me 



Me 



F3C 



OPh 



RN 886844-07-1 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- [ ( IZ ) -2-chloro-3, 3, 3-trif luoro-l-propenyl] ~ 
2,2-dimethyl-, (R) -cyano (3-phenoxyphenyl) methyl ester, (IS, 3S) -rel-, mixt. 
with 1- [3- {2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5-dimethylpiperidine 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



CM 2 

CRN 91465-08-6 

CMF C23 H19 CI F3 N 03 

Relative stereochemistry. 
Double bond geometry as shown. 



RN 886844-08-2 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- [ (IZ) -2-chloro-3, 3, 3~trif luoro-l-propenyl] - 
2,2-dimethyl-, (R) -cyano (3-phenoxyphenyl) methyl ester, ( IS, 3S) -rel-, mixt. 
with 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] morpholine 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 



Me 
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CM 2 

CRN 91465-08-6 

CMF C23 H19 CI F3 N 03 

Relative stereochemistry. 
Double bond geometry as shown. 



Me Me 



F3C 





CN 



OPh 
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2006:489271 CAPLUS Full-text 
144:462614 

Pest control compositions containing deltamethrin and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co.^ Ltd.^ Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131538 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S) : 
GI 



KIND DATE 

A 20060525 
MARPAT 144:462614 



APPLICATION NO. 



JP 2004-321496 
JP 2004-321496 



DATE 



20041105 
20041105 
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10/567,984 



December 28, 2007 



AB Pest control compns . with superior efficacy contain (1) a pyrimidine (I, 
wherein Rl = H, alkyl; R2 = alkynyloxy; R3 = H, halo, alkyl; XI = 
(un) substituted C4-7 polymethylene ) or a 1, 2, 4-thiadiazole derivative such as 
3- (2-pentynyloxy) -5- (3-methylpiperidino) -1,2, 4-thiadiazole and (2) 
deltamethrin. Thus, 4- (2-butynyloxy) -5-fluoro-6- (3, 3-dimethylpyrrolidin-l- 
yl) pyrimidine + deltamethrin emulsion (Decis) at 12.5+ 1.5 ppm was more 
effective than the individual components at the same rates against Aphis 
gossypii on cucumber. 

IT 886841-88-9 886841-90-3 886841-92-5 

RL: AGR (Agricultural use) ; BSU (Biological study, unclassified) ; BIOL 
(Biological study); USES (Uses) 
(as pesticide) 

RN 886841-88-9 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- (2 , 2-dibromoethenyl ) -2, 2-dimethyl-, 
(S) -cyano (3-phenoxyphenyl) methyl ester, (IR, 3R)-, mixt. with 
3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] piperidine (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



Et— C^C— CH2 — 

^' ^ "Me 



CM 2 

CRN 52918-63-5 

CMF C22 H19 Br2 N 03 

Absolute stereochemistry. 



Br2C 




OPh 



RN 886841-90-3 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- (2, 2-dibromoethenyl) -2, 2-dimethyl-, 
(S) -cyano (3-phenoxyphenyl) methyl ester, (1R,3R)-, mixt. with 
1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5-dimethylpiperidine (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 886757-59-1 



20 



CMF C13 H19 N3 O S 



10/567,984 



December 28, 2007 



Me 




CM 2 

CRN 52918-63-5 

CMF C22 H19 Br2 N 03 

Absolute stereochemistry. 




RN 886841-92-5 CAPLUS 

CN Cyclopropanecarboxylic acid^ 3- (2, 2-dibromoethenyl ) -2, 2-dimethyl-, 
(S) -cyano (3-phenoxyphenyl) methyl ester, (IR, 3R)-, mixt. with 
2, 6-dimethyl-4- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl]morpholine {9CI) 
(CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 



Me 




CM 2 . 

CRN 52918-63-5 

CMF C22 H19 Br2 N 03 

Absolute stereochemistry. 
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CAPLUS Full-text 



2006:489270 
144:462613 

Pest control compositions containing dinotefuran and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 46 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131533 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



KIND DATE 



20060525 



MARPAT 144:462613 



APPLICATION NO. 

JP 2004-321491 
JP 2004-321491 



DATE 



20041105 
20041105 



« Me 

Me , jT 



CH2-C = C_CH3 I 



N^S Me 



E t- C= C - CH2 - IT^^^^ 



AB Pest control compns . with superior efficacy contain (1) a pyrimidine compound 
(e.g., I) or a 1, 2, 4-thiadiazole derivative (e.g., II) and (2) dinotefuran. 
Thus, I + dinotefuran at 12.5 + 0.025 ppm was more effective than the 
individual components at the same rates against i^his gossypii on cucumber. 

IT 886757-58-0 886757-60-4 886757-62-6 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 
(as pesticide) 

RN 886757-58-0 CAPLUS 

CN Guanidine, N-methyl-N ' -nitro-N ' '-[ (tetrahydro-3-f uranyl ) methyl ] -, mixt. 

with 3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] piperidine ( 9CI ) 
(CA INDEX NAME) 



22 



CM 1 



10/567,984 



December 28, 2007 



CRN 850748-38-8 
CMF C13 H19 N3 O S 



Et— C^C— CH2 — 0^ 



ex. 



CM 2 

CRN 165252-70-0 
CMF C7 H14 N4 03 



\ 7 NHMe 

^CH2 — N= t_NH_N02 



RN 886757-60-4 CAPLUS 

CN Guanidine, N-methyl-N ' -nitro-N • ( tetrahydro- 3- furanyl) methyl] mixt. 
with 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5-dimethylpiperidine 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 



Me— C^C— CH2 — O, 




Me 



CM 2 

CRN 165252-70-0 
CMF C7 H14 N4 03 



23 
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^CH2 



NHMe 
_N= t— NH— 



N02 



RN 886757-62-6 CAPLUS 

CN Guanidine, N-methyl-N ' -nitro-N • (tetrahydro-3-furanyl) methyl] mixt. 
with 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1,2, 4-thiadiazol-5-yl] morpholine 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 




CM 2 

CRN 165252-70-0 
CMF C7 H14 N4 03 



NHMe 

CH2— N= t— NH— N02 
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2006:489269 CAPLUS Full-text 
144 :462612 

Pest control compositions containing cypermethrin and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



24 



10/567,984 



December 28, 2007 



JP 2006131532 



A 



20060525 



JP 2004-321490 
JP 2004-321490 



20041105 
20041105 



PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 

GI 



MARPAT 144:462612 




I 



AB Pest control compns, with excellent efficacy contain (1) pyrimidines (I, 
wherein Rl = alkyl; R2 = alkynyloxy; R3 = halo, alkyl; XI = 
(un) substituted C4-7 polymethylene) or 1, 2, 4-thiadia2ole derivs . such as 3-(2- 
pentynyloxy) -5- ( 3-methylpiperidino) -1, 2, 4-thiadiazole and (2) (RS) -a-cyano-3- 
phenoxybenzyl ( IRS, 3RS; IRS, 3SR) -3- (2, 2-dichlorovinyl ) - 2, 2- 
dimethylcyclopropanecarboxylate (cypermethrin) • Thus, 4- (2-butynyloxy) -5- 
fluoro-6- (3, 3-dimethylpyrrolidin-l-yl)pyriniidine + cypermethrin at 12.5 + 1.5 
ppm was more effective than the individual components at the same rates 
against Aphis gossypii on cucumber. 

IT 886840-50-2 886840-51-3 886840-52-4 

RL: AGR (Agricultural use) ; BSU (Biological study, unclassified) ; BIOL 
(Biological study); USES (Uses) 



RN 886840-50-2 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- (2, 2-dichloroethenyl) -2, 2-dimethyl-, 
cyano (3-phenoxyphenyl) methyl ester, mixt. with 3-methyl-l- [3- (2- 
pentynyloxy)-l,2,4-thiadiazol-5-yl]piperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



(as pesticide) 




CM 



2 



CRN 52315-07-8 

CMF C22 H19 C12 N 03 



25 



10/567,984 December 28, 2007 

Me Me 



J/^ — c_ 0- CH — r^====^^>r^ 



OPh 



RN 886840-51-3 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- (2, 2-dichloroethenyl) -2, 2-dimethyl-, 

cyano(3-phenoxyphenyl) methyl ester, mixt. with 1- [ 3- (2-butynyloxy) -1, 2, 4- 
thiadiazol-5-yl]-3,5-diinethylpiperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me-C=C— CH2 — ^ 

^' ^ ^ ^Me 



Me 

6k. 



CM 2 

CRN 52315-07-8 

CMF C22 HI 9 C12 N 03 



Me Me 

_ C—O—CH f^:=^^rr^ 



RN 886840-52-4 CAPLUS 

CN Cyclopropanecarboxylic acid, 3- (2, 2-dichloroethenyl) -2, 2-dimethyl-, 
cyano (3-phenoxyphenyl) methyl ester, mixt. with 2, 6-dimethyl-4- [3- (2- 
pentynyloxy)-l,2,4-thiadiazol-5-yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 



26 



1 0/567,984 December 28, 2007 



Me 



Et— C— CH2 — O, 




CM 2 

CRN 52315-07-8 

CMF C22 H19 C12 N 03 



Me 



Me 



ci2C==cir 



-C— 0_CH 

^ i: 
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2006:489268 CAPLUS Full-text 
144:462611 

Pest control compositions containing esf envalerate and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131535 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



KIND 
A 



DATE 

20060525 



MARPAT 144:462611 



APPLICATION NO. 

JP 2004-321493 
JP 2004-321493 



DATE 



20041105 
20041105 



Rl 

N — / 

r \ // % 

>=< 



AB Highly effective pest control compns . contain (1) pyrimidines (I, wherein Rl = 
H, alkyl; R2 = alkynyloxy; R3 = H, halo, alkyl; XI = (un) substituted 



27 



10/567,984 



December 28, 2007 



polymethylene) or 1, 2, 4-thiadiazole derivs. such as 3- {2-pentynyloxy) -5- (3- 
methylpiperidino) -1, 2^ 4-thiadiazole and (2) esf envalerate as active 
components . Thus, 4- (2-butynyloxy) -5-f luoro-6- (3, 3-dimethylpyrrolidin-l- 
yl ) pyrimidine + Sumi-alpha emulsion at 12.5 + l.S.ppm was more effective than 
the individual components at the same rates against Aphis gossypii on 
cucumber. 

IT 886837-44-1 886837-46-3 886837-48-5 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 



RN 886837-44-1 CAPLUS 

CN Benzeneacetic acid, 4-chloro-a- (1-raethylethyl) -, 

(S) -cyano (3-phenoxyphenyl) methyl ester, (aS)-, mixt. with 

3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] piperidine (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



(as pesticide) 




CM 



2 



CRN 66230-04-4 

CMF C25 H22 CI N 03 



Absolute stereochemistry. Rotation (-) . 




RN 



886837-46-3 CAPLUS 



CN 



Benzeneacetic acid, 4-chloro-a- ( 1-methylethyl) 

(S) -cyano ( 3-phenoxyphenyl )methyl ester, (aS)-, mixt. with 

1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5-dimethylpiperidine (9CI) 

(CA INDEX NAME) 



CM 1 



CRN 886757-59-1 
CMF C13 H19 N3 O S 
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Me 




CM 2 

CRN 66230-04-4 

CMF C25 H22 CI N 03 

Absolute stereochemistry. Rotation (-) - 




RN 886837-48-5 CAPLUS 

CN Benzeneacetic acid, 4-chloro-a- ( 1-methylethyl) 

(S) -cyano (3-phenoxyphenyl) methyl ester, (aS)-, mixt. with 

2, 6-dimethyl-4- [3- {2-pentynyloxy) -1,2, 4-thiadiazol-5-yl] morpholine (9CI) 

(CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 



Me 




CM 2 

CRN 66230-04-4 

CMF C25 H22 Cl N 03 

Absolute stereochemistry. Rotation (-) . 
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2006:489267 CAPLUS Full-text 
144:462610 

Pest control compositions containing spiromesifen and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131531 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S) : 
GI 



KIND DATE 



20060525 



APPLICATION NO. 

JP 2004-321489 
JP 2004-321489 



DATE 



20041105 
20041105 



MARPAT 144:462610 



Me 



Me 



^0-CH2-C = C — CH3 I 




N— S 

Et- C=C - CH2- O--^ T^s^^N^'^^^t^ 



Me 



II 



AB Compns. with excellent pest control effect contain (1) a pyrimidine derivative 
(e.g., I) or a 1, 2, 4-thiadiazole (e.g., II) and (2) 3-mesityl-2-oxo-l- 
oxaspiro [4 . 4] non-3-en-4-yl 3, 3-dimethylbutylate (spiromesifen). Thus, I + 
spiromesifen at 0.15 + 6.3 ppm was more effective than the individual 
components at the same rates against Bemisia argentifolii on cabbage. 

IT 886843-47-6 886843-48-7 886843-49-8 

RL: AGR (Agricultural use) ; BSU (Biological study, unclassified) ; BIOL 
(Biological study); USES (Uses) 
(as pesticide) 

RN 886843-47-6 CAPLUS 

CN Butanoic acid, 3, 3-dimethyl-, 2-oxo-3- (2 , 4 , 6-trimethylphenyl ) -1- 

oxaspiro[4.4]non-3-en-4-yl ester, mixt. with 3-methyl-l- [3- (2-pentynyloxy) - 



30 



10/567,984 

l,2,4-thiadiazol-5-yl]piperidine (9CI) (CA INDEX NAME) 
CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



December 28, 2007 



CM 2 

CRN 283594-90-1 
CMF C23 H30 04 



CH2— 'd— 



Me3C— CH2 




RN 886843-48-7 CAPLUS 

CN Butanoic acid, 3, 3 -dimethyl-, 2-oxo-3- (2, 4, 6-trimethylphenyl) -1- 

oxaspiro[4.4]non-3-en-4-yl ester, mixt. with 1- [3- (2-butynyloxy) -1, 2, 4- 
thiadiazol-5-yl]-3,5-dimethylpiperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me— C^C— CH2 — O. 



Me 




Me 



CM 



CRN 283594-90-1 
CMF C23 H30 04 
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RN 886843-49-8 CAPLUS 

CN Butanoic acid, 3, 3-dimethyl-, 2-oxo-3- (2, 4 , 6-trimethylphenyl) -1- 

oxaspiro[4.4]non-3-en-4-yl ester, mixt. with 2, 6-dimethyl-4- [3- (2- 
pentynyloxy) -1, 2, 4-thiadiazol-5-yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 




CM 2 

CRN 283594-90-1 
CMF C23 H30 04 



O 




L12 ANSWER 13 OF 21 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 



CAPLUS COPYRIGHT 2007 ACS on STN 
2006:489264 CAPLUS Full-text 
144:462609 

Pest control compositions containing acephate and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 44 pp. 

CODEN: JKXXAF 

Patent 

Japanese 
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10/567,984 



December 28, 2007 



PATENT NO. 



JP 2006131540 
PRIORITY APPLN, INFO. 
OTHER SOURCE (S) : 
GI 



KIND DATE 

A 20060525 
MARPAT 144:462609 



APPLICATION NO. 

JP 2004-321498 
JP 2004-321498 



DATE 



20041105 
20041105 



N_/ 



Rl 



|4^r2 



AB Pest control compns . with excellent efficacy contain (1) a pyrimidine (I, 
wherein Rl = H, alkyl; R2 = alkynyloxy; R3 = H, halo, alkyl; XI = 
(un) substituted C4-7 polyme thy lane) or a thiadiazole such as 3-(2- 
pentynyloxy) -5- (3-methylpiperidino) -1,2, 4-thiadiazole and (2 ) O, S-di-Me 
acetylphosphoramidothioate (acephate) . Thus, 4- (2-butynyloxy) -5-f luoro-6- 
(3, 3-dimethylpyrrolidin-l-yl) pyrimidine + Ortran (500 + 500 ppm) gave almost 
100% control of Aphis gossypii on cucumber. 

IT 886973-61-1 886973-62-2 886973-63-3 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 
(as pesticide) 

RN 886973-61-1 CAPLUS 

CN Phosphoramidothioic acid, acetyl-, O, S-dimethyl ester, mixt. with 

3-methyl-l- [3- (2-pentynyloxy) -1,2, 4-thiadiazol-5-yl] piperidine (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



Et— C^C— CH2 — O. 



CM 



CRN 30560-19-1 

CMF C4 HIO N 03 P S 



33 



10/567,984 



December 28, 2007 



o 

MeO— NHAc 
^Me 



RN 886973-62-2 CAPLUS 

CN Phosphoramidothioic acid, acetyl-, O, S-dimethyl ester, mixt. with 

1- [3- (2-butynyloxy)-l,2,4-thiadiazol-5-yl] -3, 5-dimethylpiperidine {9CI) 
(CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




Me 



CM 2 

CRN 30560-19-1 

CMF C4 HIO N 03 P S 



O 

MeO— NHAc 
Lmg 



RN 886973-63-3 CAPLUS 

CN Phosphoramidothioic acid, acetyl-, 0,S-dimethyl ester, mixt. with 

2, 6-dimethyl-4- [3- (2-pentynyloxy) -1,2, 4-thiadiazol-5-yl] morpholine (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 
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"Me 



CM 2 

CRN 30560-19-1 

CMF C4 HIO N 03 P S 



O 

MeO— NHAc 
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2006:489232 CAPLUS Full-text 
144:462608 

Pest. control compositions containing clothianidin and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 47 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131534 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S) : 
GI 



KIND DATE 

A 20060525 
MARPAT 144:462608 



APPLICATION NO. 

JP 2004-321492 
JP 2004-321492 



DATE 



20041105 
20041105 



Rl 




I 



AB Pest control compns . with superior efficacy contain (1) a pyrimidine compound 
(I, wherein Rl = H, alkyl; R2 = alkynyloxy; R3 = H, halo, alkyl; XI = 
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(un) substituted C4-7 polymethylene) or a 1, 2, 4-thiadiazole derivative such as 
3- {2-pentynyloxy) -5- ( 3-methylpiperidino) -1,2, 4-thiadiazole and (2) 
clothianidin as active components. Thus, 4- (2-butynyloxy) -5-f luoro-6- (3, 3- 
dimethylpyrrolidin-l-yDpyrimidine + clothianidin at 12.5 + 0.025 ppm was more 
effective than the individual components at the same rates against Aphis 
gossypii on cucumber. 

IT 886758-19-6 886758-20-9 886758-21-0 

RL: AGR (Agricultural use) ; BSU (Biological study, unclassified) ; BIOL 
(Biological study); USES (Uses) 
(as pesticide) 

RN 886758-19-6 CAPLUS 

CN Guanidine, N- [ (2-chloro-5-thiazolyl) methyl ] -N'-methyl-N' '-nit ro-, [C(E)]-, 
mixt . with 3-methyl-l- [3- (2-pentynyloxy) -1,2, 4-thiadiazol-5-yl] piperidine 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



CM 2 

CRN 210880-92-5 

CMF C6 H8 CI N5 02 S 

Double bond geometry as shown. 




RN 886758-20-9 CAPLUS 

CN Guanidine, N- [ (2-chloro-5-thiazolyl) methyl] -N ' -methyl-N ' '-nitro-, [C(E)]-, 
mixt. with 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5- 
dimethylpiperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 
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Me 




CM 2 

CRN 210880-92-5 

CMF C6 H8 CI N5 02 S 

Double bond geometry as shown. 




RN 886758-21-0 CAPLUS 

CN Guanidine, N- [ (2-chloro-5-thiazolyl) methyl] -N ' -methyl-N ' '-nitro-, [C(E)]-, 
mixt. with 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-, 
yljmorpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 H19 N3 02 S 




CM 2 

CRN 210880-92-5 

CMF C6 H8 CI N5 02 S 

Double bond geometry as shown. 
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2006:489228 CAPLUS Full-text 
144:462607 

Pesticides containing buprofezin and a pyrimidine or 

thiadiazole derivative 

Shimokawatoko, Yasutaka; Yamada^ Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP. 2006131527 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



KIND DATE 

A 20060525 
MARPAT 144:462607 



APPLICATION NO. 

JP 2004-321485 
JP 2004-321485 



DATE 



20041105 
20041105 



Me I 



^[^N^/^N 




0-CH2-C = C — CH3 I 



N_S 



Et-C=C-CH2- 



Me 



II 



AB Compns. with excellent pest control effect comprise (1) a pyrimidine compound 
(e.g., I) or a 1, 2, 4-thiadiazole compound (e.g., II) and (2) buprofezin. 
Thus, I + buprofezin at 0.15 + 3.1 ppm showed greater control of Bemisia 
argentifolii on cabbage than the individual components at the same resp. 
rates. 

IT 886842-21-3 886842-22-4 886842-23-5 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 

(Biological study); USES' (Uses) 
(as pesticide) 
RN 886842-21-3 CAPLUS 

CN 4H-1, 3, 5-Thiadiazin-4-one, 2- [ (1, 1-dimethylethyl) imino] tetrahydro-3- ( 1- 
methylethyl)-5-phenyl-, mixt. with 3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4- 
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CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



Et— C=C— CH2— 0. 



Ck„. 



CM 2 

CRN 69327-76-0 
CMF C16 H23 N3 O S 




RN 886842-22-4 CAPLUS 

CN 4H-1, 3, 5-Thiadiazin-4-one, 2- [ (1, 1-dimethyl ethyl ) imino] tetrahydro-3- (1- 

methylethyl) -5-phenyl-, rtiixt. with 1- [3- (2-butynyloxy) -1,2, 4-thiadiazol-5- 
yl]-3,5-dimethylpiperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




Me ■ 



CM 2 

CRN 69327-76-0 
CMF C16 H23 N3 O S 



39 



10/567,984 



December 28, 2007 



Ph 




Pr-i 



RN 886842-23-5 CAPLUS 

CN 4H-1, 3, 5-Thiadiazin-4-one, 2- [ (1, l-dimethylethyl) imino] tetrahydro-3- ( 1- 

methylethyl) -5-phenyl-, mixt . with 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1,2, 4- 
thiadiazol-5-yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
CMF C13 HI 9 N3 02 S 



Me 




CM 



2 



CRN 
CMF 



69327-76-0 
C16 H23 N3 O S 



Ph 




L12 ANSWER 16 OF 21 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CAPLUS COPYRIGHT 2007 ACS on STN 
2006:489226 CAPLUS Full-text 
144:462606 

Pest control compositions containing pymetrozine and 

pyrimidines or thiadiazoles 

Shimokawatoko, Yasutaka; Yamada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 
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Patent 

Japanese 
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10/567,984 



December 28, 2007 



PATENT NO. 



JP 2006131529 
PRIORITY APPLN. INFO. 
OTHER SOURCE ( S ) : 
GI 



KIND DATE 

A 20060525 
MARPAT 144:462606 



APPLICATION NO. DATE 



JP 2004-321487 20041105 
JP 2004-321487 20041105 



0-CH2-C = C — CH3 I 



N_S 



Et-C=C-CH2- 



Me 



II 



7VB Pest control compns. with excellent effect contain (1) a pyrimidine compound 
(e.g., I) or a 1, 2, 4-thiadiazole derivative (e.g., II) and (2) (E)-4,5- 
dihydro-6-methyl-4- [ { 3-pyridylinethylene) amino] -1, 2, 4-triazin-3 (2H) - one 
(pymetrozine) as active components. Thus, I + pymetrozine at 12.5 + 0.1 ppm 
gave better control of Aphis gossypii on cucumber than did the individual 
components at the same resp. rates. 

IT 886842-10-0 886842-11-1 886842-12-2 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 
(as pesticide) 

RN 886842-10-0 CAPLUS 

CN 1,2, 4-Triazin-3 (2H)-one, 4, 5-dihydro-6-methyl-4- [ (E) - (3- 
pyridinylmethylene) amino] mixt. with 3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4- 
thiadiazol-5-yl]piperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



Et— C^C— CH2 — O, 




Me 



CM 



CRN 123312-89-0 
CMF CIO Hll N5 O 
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Double bond geometry as shown. 




RN 886842-11-1 CAPLUS 

CN l,2,4-Triazin-3(2H)-one, 4 , 5-dihyciro-6-methyl-4- [ (E) - ( 3- 

pyridinylmethylene) amino] mixt. with 1- [3- (2-butynyloxy) -1, 2, 4- 
thiadiazol-5-yl] -3, 5-dimethylpiperidine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF C13 H19 N3 O S 



Me 




CM 2 

CRN 123312-89-0 
CMF CIO Hll N5 O 

Double bond geometry as shown. 




RN 886842-12-2 CAPLUS 

CN 1,2, 4-Triazin-3 (2H) -one, 4 , 5-dihydro-6-methyl-4- [ (E) - (3- 
pyridinylmethylene) amino] mixt. with 2, 6-dimethyl-4- [3- (2-pentynyloxy) - 
l,2,4-thiadiazol-5-yl]morpholine (9CI) (CA INDEX NAME) 

CM 1 

CRN 886757-61-5 
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CM 2 

CRN 123312-89-0 
CMF CIO Hll N5 O 

Double bond geometry as shown. 
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2006:489222 CAPLUS Full-text 
144:462605 

Pesticides containing flonicamid and pyrimidine or 
thiadiazole derivative 

Shimokawatoko, Yasutaka; Yaitiada, Koji 

Sumitomo Chemical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 45 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 2006131526 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



KIND DATE 



20060525 



MARPAT 144:462605 



APPLICATION NO. 

JP 2004-321484 
JP 2004-321484 



DATE 



20041105 
20041105 



Rl 




I 



43 



10/567,984 



December 28, 2007 



Compns. with excellent pest control effect contain (1) a pyrimidine derivative 
(I, where Rl and R3 = H, etc.; R2 = C3-7 alkynyloxy; XI = C4-7 polymethylene, 
etc.) or a 1, 2, 4-thiadiazole derivative (e.g., 3- (2-pentynyloxy) -5- { 3- 
methylpiperidino) -1, 2, 4-thiadiazole) and (2) flonicamid as active components. 
Thus, 4- (2-butynyloxy) -5-f luoro-6- (3, 3- dimethylpyrrolidin-l-yl) pyrimidine + 
flonicamid at 6.3 + 0.8 ppm was more effective than the individual components 
at the same rates against Aphis gossypii on cucumber. 
886843-94-3 886843-95-4 886843-96-5 

RL: AGR (Agricultural use); BSU (Biological study, unclassified); BIOL 
(Biological study); USES (Uses) 

(as pesticide) 
886843-94-3 CAPLUS 

3-Pyridinecarboxamide, N- (cyanomethyl ) -4- (trif luoromethyl) -, mixt . with 
3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl]piperidine {9CI) (CA 
INDEX NAME) 

CM 1 

CRN 850748-38-8 
CMF C13 H19 N3 O S 



CM 2 

CRN 158062-67-0 
CMF C9 H6 F3 N3 O 



O 




886843-95-4 CAPLUS 

3-Pyridinecarboxamide, N- (cyanomethyl) -4- (trif luoromethyl) -, mixt. with 
1- [3- {2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5-dimethylpiperidine (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 886757-59-1 
CMF .C13 H19 N3 O S 
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Me 



Me— C=C— CH2 — O, 




CM 2 

CRN 158062-67-0 
CMF C9 H6 F3 N3 0 




m 886843-96-5 CAPLUS 

CN 3-Pyridinecarboxainide, N- (cyanomethyl) -4- (trif luorortiethyl) mixt. with 
2, 6-dimethyl-4- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl]morpholine (9CI) 
(CA INDEX NAME) 



CM 1 



CRN 886757-61-5 
CMF C13 H19 N3 02 S 




CM 2 



CRN 158062-67-0 
CMF C9 H6 F3 N3 O 
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2006:34718 CAPLUS Full-text 
144:108364 

Preparation of 1- ( l-oxo-2-propynyl ) piperazines as 

mGLuRS receptor modulators for the treatment of pain 

Kuehnert, Sven; Oberboersch, Stefan; Haurand, Michael; 

Jostock, Ruth; Schiene, Klaus 

Gruenthal GmbH, Germany 

PCT Int. Appl., 208 pp. 

CODEN: PIXXD2 

Patent 

German 

1 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



WO 


20060029 


81 




Al 




20060112 




WO 2005- 


EP7248 




20050705 




W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


A2, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, GE, 




GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KM, 


KP, 


KR, KZ , LC, 




LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, NA, NG, 




NI, 


NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, SK, SL, 




SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VC, 


VN, YU, ZA, 




ZM, 


zw 




























RW: AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, HU, IE, 




IS, 


IT, 


LT, 


LU, 


LV, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, BF, BJ, 




CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG, BW, GH, 




GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, AZ, BY, 




KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 


















DE 


102004032567 




Al 




20060302 




DE 2004- 


102004032567 


20040705 


CA 


2572685 






Al 




20060112 




CA 2005- 


2572685 




20050705 


EP 


1765816 






Al 




20070328 




EP 2005- 


756539 




20050705 




R: AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, HU, IE, 




IS, 


IT, 


LI, 


LT, 


LU, 


LV, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, TR 


US 


2007112011 




Al 




20070517 




US 2007- 


649156 




20070104 


US 


7300939 






B2 




20071127 

















PRIORITY APPLN. INFO. 

OTHER SOURCE (S) : 
GI 



DE 2004-102004032567A 20040705 
WO 2005-EP7248 W 20050705 

CASREACT 144:108364; MARPAT 144:108364 
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)> , \_CO_C=C_ 



I 




N^N _C0-C=C_CH2Ph 



II 



RN 
CN 



Me 



IT 



RN 
CN 



Title compds. I [Z = (R3)n; X = N, CR2; Rl, R2 = H, halo, N02, etc.; R3 = 
halo, N02, CN, etc.; R4 = H, halo, N02, etc.] and their pharmaceutically 
acceptable salts were prepared For example, coupling of 4-phenyl-2-butynoic 
acid and l-thiazol-2-ylpiperazine afforded claimed propynylpiperazine II in79% 
yield. In mGLuR5 receptor binding assays, propynylpiperazine III exhibited an 
IC50 value of 100 nM. 
873073-78-OP 873073-80-4P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of 1- ( l-oxo-2-propynyl) piperazines as mGLuRS receptor 
modulators for the treatment of pain) 
873073-7 8-0 CAPLUS 

Piperazine, 1- [3- (methyl thio) -1, 2, 4-thiadiazol-5-yl] -4- ( l-oxo-3-phenyl-2- 
propynyl)- (9CI) (CA INDEX NAME) 



873073-80-4 CAPLUS 

Piperazine, 1- [3- (methylsulfonyl) -1, 2, 4-thiadiazol-5-yl] -4- ( l-oxo-3-phenyl- 
2-pr6pynyl)- (9CI) (CA INDEX NAME) 



873075-56-0, 1- (3-Methylsulfonyl- [ 1, 2, 4] thiadiazol-5-yl) piperazine 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of 1- ( l-oxo-2-propynyl ) piperazines as mGLuRS receptor 

modulators for the treatment of pain) 
873075-56-0 CAPLUS " 

Piperazine, 1- [3- (methylsulfonyl) -1, 2, 4-thiadiazol-5-yl] - (CA INDEX NAME) 



o 




C— Ph 
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Me- 



NH 



REFERENCE COUNT: 
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2005:371234 CAPLUS Full-text 
142:430280 

Preparation of 1, 2, 4-thiadia2ole compounds 
as pests controlling agents 
Ihara^, Hideki; Takaoka, Daisuke; 
Mizuno, Hajime 

Sumitomo Chemical Company, Limited, Japan 

PCT Int. Appl., 55 pp- 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND 



DATE 



WO 2005037805 
WO 2005037805 

W: AE, AG, AL, 
CN, CO, CR, 
GE, GH, GM, 
LR, LS, LT, 
NZ, OM, PG, 
TM, TN, TR, 
RW: BW, GH, GM, 
AZ, BY, KG, 
EE, ES, FI, 
SI, SK, TR, 
SN, TD, TG, 
AU 2004282018 
BR 2004015364 
EP 1765798 

R: AT, BE, BG, 
IT, LI, LU, 
JP 2005139171 
US 2007004722 
MX 2006PA04118 
IN 2006CN01272 
PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 
GI 



APPLICATION NO. 



WO 2004-JP14540 



DATE 



A2 20050428 
A3 20071122 
AM, AT, AU, AZ, BA, BB, BG, BR, BW, BY, 
CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, 
HR, HU, ID, IL, IN, IS, KE, KG, KP, KR, 
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AB Title compds. I [Rl = alkynyl; X = (un) substituted straight alkylene, 

(un) substituted straight alkenylene, (un) substituted ethylene-oxyethylene, 
etc.] were prepared For exan^le, aromatic nucleophilic substitution of 5- 
chloro-3-methylthio-l, 2, 4-thiadiazole with pyrrolidine followed by oxidation 
using 3-chloroperbenzoic acid and treatment with 2-butyn-l-ol afforded 3-(2- 
butynyloxy) -5- (pyrrolidin-l-yl) -1,2, 4- thiadiazole. In pest controlling test 
against aphis gossypii, compound II had the control value of >90%. Compds. I 
are claimed useful as pests controlling agents. Formulations are given. 
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RL: AGR (Agricultural use) ; BSU (Biological study, unclassified) ; SPN 
(Synthetic preparation); BIOL (Biological study);' PREP (Preparation); USES 
(Uses) 

(preparation of 1, 2, 4-thiadia2ole compds. as pests controlling 

agents ) 
RN 850748-31-1 CAPLUS 

CN 1,2,4-Thiadiazole, 3- (2-butynyloxy) -5- ( 1-pyrrolidinyl) - (9CI) (CA INDEX 
NAME) 



Me— C^C— CH2— O 



RN 850748-32-2 CAPLUS 

CN 1,2,4-Thiadiazole, 3- {2-pentynyloxy) -5- (1-pyrrolidinyl) - (9CI) (CA INDEX 
NAME) 
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RN 850748-33-3 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] - (9CI) (CA INDEX 
NAME) 



Me-C=C-CH2-0_^N^^jf^ 



RN 850748-34-4 CAPLUS 

CN Piperidine, 1- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] - {9CI) (CA INDEX 
NAME) 



Et— C^C— CH2 — O, 




RN 850748-35-5 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -2-methyl- (9CI) 
(CA INDEX NAME) 



Me ^^^^.^ 
Me- C=C-CH2-0_^^^^^^J^^^ 



RN 850748-36-6 CAPLUS 

CN Piperidine, 2 -methyl- 1- [ 3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] - (9CI) 
(CA INDEX NAME) 



Me ^^^^^ 

Et-C=C— CH2-0^^^^ ^VJ^ 



RN 850748-37-7 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3-niethyl- (9CI ) 
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(CA INDEX NAME) 



Me— C=C— CH2 — 0. 



RN 850748-38-8 CAPLUS 

CN Piperidine, 3-methyl-l- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] - (9CI) 
(CA INDEX NAME) 



RN 850748-39-9 CAPLUS 

CN Morpholine,. 4-[3-(2-butynyloxy)-l,2/4-thiadiazol-5-yl]- (9CI) (CA INDEX 
NAME) 



Me— C^=C— CH2— O. 



O 



RN 850748-40-2 CAPLUS 

CN Morpholine, 4- [ 3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] - (9CI) (CA INDEX 
NAME) 



Et— C^C— CH2— O, 




RN 850748-41-3 CAPLUS 

CN Piperidine, l-[3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -4-methyl- (9CI) 
(CA INDEX NAME) 



.Me 

Me— C^C— CH2 — 
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RN 850748-42-4 CAPLUS 

CN Piperidine, 4-methyl-l- [3- (2-pentynyloxy) -1, 2,^4-thiadiazol-5-yl] - (9CI) 
(CA INDEX NAME) 



Me 

Et— C^C— CH2 — 



RN 850748-43-5 CAPLUS 

CN IH-Azepine, 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] hexahydro- (9CI ) 
(CA INDEX NAME) 



Me— C— CH2- 



RN 850748-44-6 CAPLUS 

CN IH-Azepine, hexahydro-1- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] - (9CI) 
(CA INDEX NAME) 



Et— C^ C— CH2— O. 



RN 850748-45-7 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -3, 5-dimethyl-, 
(3R,5S)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 

Me 



Me — C=C ^ ^-^'-'Me 



RN 850748-46-8 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy) -1,2, 4-thiadiazol-5-yl] -3, 5-dimethyl-, 
(3R,5R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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Me 

I 

i 




RN 850748-47-9 CAPLUS 

CN Piperidine, 3, 5-dimethyl-l- [3- (2-pentynyloxy) -1,2, 4-thiadiazol-5-yl] 
(3R, 5S)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 
i 




RN 850748-48-0 CAPLUS 

CN Piperidine, 3, 5-dimethyl-l- [3- (2-pentynyloxy) -1, 2, 4-thiadiazol-5-yl] - , 
(3R, 5R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 

Me 



i 




RN 850748-49-1 CAPLUS 

CN Morpholine, 4- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -2, 6-dimethyl-, 
(2R, 6S)-rel- {9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 
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RN 850748-50-4 CAPLUS 

CN Morpholine, 4- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] -2, 6-dimethyl-, 
{2R, 6R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 

Me 



i 




RN 850748-51-5 CAPLUS 

CN Morpholine^ 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1,, 2, 4-thiadiazol-5-yl] 
(2R, 6S)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 




RN 850748-52-6 CAPLUS 

CN Morpholine, 2, 6-dimethyl-4- [3- (2-pentynyloxy) -1,2, 4-thiadiazol-5-yl] 
(2R, 6R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 
I 

i 




RN 850748-53-7 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy ) -1, 2, 4-thiadiazol-5-yl] -3, 5-diethyl-, 
(3R,5S)-rel- (SCI) (CA INDEX NAME) 

Relative stereochemistry. 
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Et 



i 




RN 850748-54-8 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy) -1,2, 4-thiadiazol-5-yl] -3, 5-diethyl-^ 
(3R,5R)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 

Et 



i 




RN 850748-55-9 CAPLUS 

CN Piperidine, 3, 5-dimethyl-l- [3- (2-propynyloxy) -1,2, 4-thiadiazol-5-yl] - 
(9CI) (CA INDEX NAME) 



Me 




Me 



RN 850748-56-0 CAPLUS 

CN Piperidine^ 3, 5-dimethyl-l- [3- [ ( l-methyl-2-butynyl) oxy] -1, 2, 4-thiadiazol-5- 
yl]- (9CI) (CA INDEX NAME) 




RN 850748-57-1 CAPLUS 

CN Piperidine, 1- [3- (2-butynyloxy) -1,2, 4-thiadiazol-5-yl] -3- (trifluoromethyl) - 
(9CI) (CA INDEX NAME) 
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Me — C=C— CH2— 0> _ 

-CF3 



RN 850748-58-2 CAPLUS 

CN Thiomorpholine, 4- [3- (2-butynyloxy) -1, 2, 4-thiadiazol-5-yl] - {9CI) (CA 
INDEX NAME) 



Me— C— CH 2— 0, 



O 



IT 850748-59-3P 850748-60-6P 850748-61-7P 
850748-62-8P 850748-63-9P 850748-64-OP 
850748-65-lP 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of 1, 2, 4-thiadiazole compds . as pests controlling 
agents) 
RN 850748-59-3 CAPLUS 

CN Piperidine, 3, 5-dimethyl-l- [3- (methylthio) -1, 2, 4-thiadiazol-5-yl] - (CA 
INDEX NAME) 



MeS, 

"Me 



Me 



RN 850748-60-6 CAPLUS 

CN Piperidine, 3, 5-diniethyl-l- [3- (methylsulfonyl) -1, 2^ 4-thiadiazol-5-yl] - 
(CA INDEX NAME) 



Me 



Me 



RN 850748-61-7 CAPLUS 

CN Piperidine, 3, 5-dimethyl-l- [3- (methylsulf inyl) -1, 2, 4-thiadiazol-5-yl] • 
(CA INDEX NAME) 
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RN 850748-62-8 CAPLUS 

CN Piperidine, 1- [3- (methyl thio) -1,2, 4-thiadiazol-5-yl] -3- ( trif luoromethyl ) 
(CA INDEX NAME) 



RN 850748-63-9 CAPLUS 

CN Piperidine, 1- [3- (methylsulf onyl) -1, 2, 4-thiadiazol-5-yl] -3- 
( trif luoromethyl)- (CA INDEX NAME) 




CF3 



RN 850748-64-0 CAPLUS 

CN Thiomorpholine, 4- [3- (methylsulfonyl) -1, 2, 4-thiadiazol-5-yl] - (CA INDEX 
NAME) 



RN 850748-65-1 CAPLUS 

CN Thiomorpholine, 4- [3- (methylsulf inyl) -1, 2, 4-thiadiazol-5-yl] - (CA INDEX 
NAME) 
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AB Proline derivs . represented by the general formula (I) or salts thereof 

[wherein A = a group derived from a 5- or 6-membered heterocycle which may be 
fused with an optionally halogenated benzene ring; pi, p2, p3 = 0, 1; Rl, R2, 
R3 = H, lower alkoxy, lower alkylthio, halo, HO, (un) protected or 
(un) substituted NH2 or C0NH2, hydroxy-lower alkylamino, C02H, lower 
alkoxycarbonyl, lower alkylcarbonyloxy, (un) substituted lower 

alkylsulfonyloxy, cyano; when pi = p2 = 1, CR1R2 = CO; or when pi = p2 = p3 = 
1, Rl = R2 = H and R3 = a 5- or 6-membered saturated or unsatd. cyclic group; 
T = a single bond, CH2, CO; R4, R5 = H, lower alkyl; or CR4R5 = CO; n, m = 
1,2; R6, R7 = H, OH, halogeno, lower alkyl, Ph, lower alkoxy, phenyl-lower 
alkyl, (un) protected NH2; R6 and R7 together form a saturated cyclic group; X 
= CH2, CH, S, O; Y = H, an amino-protecting group, or a group represented by 
the general formula- R90N (CHO) CH2CH (R8) CO; wherein R8 = alkyl, cycloalkyl-lower 
alkyl; R9 = H, a hydroxyl-protecting group, etc.] are prepared These compds . 
are useful as antibacterial drugs against multidrug-resistant bacteria. Thus, 
(2R) -3-cyclopentyl-2- [ [N- (2, 4- dimethoxybenzyloxy) -N- 
formylamino] methyl] propionic acid was condensed with (2S) -2- [ [4- (2- 
pyrimidinyl) -1-piperazinyl] carbonyl] pyrrolidine hydrochloride' using l-ethyl-3- 
(3-dimethylaminopropyl) carbodiimide hydrochloride, 1-hydroxybenzotriazole, and 
Et3N in CH2C12 at room temperature for 18 h to give 68% (2S) -1- [ (2R) -3- 
cyclopentyl-2- [ [N- (2,4- dimethoxybenzyloxy) -N- formyl amino] methyl ] propionyl] -2- 
[ [4- (2-pyrimidinyl) - 1-piperazinyl] carbonyl] pyrrolidine which was treated with 
3% CF3C02H in CH2C12 at room temperature for 17 h and then with saturated 
aqueous NaHC03 under ice-cooling to give 77% (2S) -1- [ (2R) -3-cyclopentyl-2- [ (N- 
formyl-N- hydroxyamino) methyl] propionyl] -2- [ [4- (2-pyrimidinyl) -1- 
piperazinyl] carbonyl] pyrrolidine (II). II showed mi n. inhibitory 
concentration of 0.25, 0.125, 0.03, 0.25, 0.5, 0.125, 1, 0.5, and 0.125 [ig/mL 
against Staphylococcus aureus Smith, S. aureus KTO150 (MRSA) , S. epidermidis 
ATCC12228, Streptococcus pneumoniae ATCC49619, S. pneumoniae KT2524 (PRSP) , S. 
pneumoniae KB2534 (PRSP), S. pyrogenes ATCC12344, Enterococcus faecium 
ATCC19434, and Moraxella (B.) catarrhalis K1209, resp. 
IT 668483-33-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of proline derivs. as antibacterial agents against 
multidrug-resistant bacteria) 
RN 668483-33-8 CAPLUS 

CN Piperazine, 1- [ (2R) -N-formyl-N-hydroxy-2-pentyl-p-alanyl-L-prolyl] -4- 
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[3-(methylthio)-l,2,4-thiadiazol-5-yl]- {9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



OH 

^ ^CHO 

JL Me 





IT 668484-30-8P 668484-89-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of proline derivs. as antibacterial agents against 
multidrug-resistant bacteria) 
RN 668484-30-8 CAPLUS 

CN 1-Piperazinecarboxylic acid^ 4- [3- (methylthio) -1, 2, 4-thiadiazol-5-yl] 
1,1-dimethylethyl ester (CA INDEX NAME) 



o 

_lct— OBu-t 



RN 668484-89-7 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 2- [ [4- [3- (methyl thio) -1, 2 , 4-thiadiazol-5-yl] - 
1-piperazinyl] carbonyl] 1, 1-dimethylethyl ester, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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3-mercapto-5-aitiino-l, 2, 4-thiadiazole 
AUTHOR(S): Zbirovsky, M. ; Myska, J.; Stanek, J. 

CORPORATE SOURCE: Vysk. Sk. Chem. Technol., Prague, Czech. 

SOURCE: Collection of Czechoslovak Chemical Communications 

(1971), 36(12), 4087-91 

CODEN: CCCCAK; ISSN: 0010-0765 
DOCUMENT TYPE: Journal 
LANGUAGE: English 
GI For diagram(s), see printed CA Issue, 

AB -MeS, 3-EtS, 3-allylthio, and 3-PhCH2S, derivs . of 5-chloro-l, 2, 4- thiadiazole 
were refluxed in MeOH with MeNH2, EtNH2, iso-PrNH2, BuNH2, CH2 : CHCH2NH2 , 
PhNH2, piperidine, or morpholine to give 27 S3, N5-disubstituted-3-mercapto-5- 
amino-1, 2, 4-thiadiazoles (I) the herbicidal activity of which was too low for 
practical use. 

IT 35746-49-7P 35746-55-5P 35746-61-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 

RN 35746-49-7 CAPLUS 

CN Morpholine, 4- [ 3- (methylthio) -1, 2, 4-thiadiazol-5-yl] - (CA INDEX NAME) 



RN 35746-55-5 CAPLUS 

CN Morpholine, 4- [ 3- (ethylthio) -1, 2, 4-thiadiazol-5-yl] - (CA INDEX NAME) 



RN 35746-61-3 CAPLUS 

CN Morpholine, 4- [3- (2-propenylthio) -1, 2, 4-thiadiazol-5-yl] - (9CI) (CA INDEX 
NAME) 



H2C^CH— CH2 — S 
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=> d que 113 

LI STR 



2 

S 3 _N 6 0-v-G2-^C=C S-^Ak 

1 eS 9 10 11 ei2 13 

7 or 



VAR Gl=8/12 

REP G2=(0-10) C 

NODE ATTRIBUTES: 

NSPEC IS R AT 6 

CONNECT IS El RC AT 13 

DEFAULT MLEVEL IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 13 

STEREO ATTRIBUTES: NONE 



L3 98 SEA FILE=REGISTRY SSS FUL LI 

L4 21 SEA FILE=CAPLUS ABB=ON PLU=ON ' L3 

L5 242 SEA FILE=CAPLUS ABB=ON PLU=ON ("IHARA H"/AU OR "IHARA 

HIDEAKI"/AU OR "IHARA HIDEKI"/AU) 
L6 51 SEA FILE=CAPLUS ABB=ON PLU=ON ("TAKAOKA D"/AU OR "TAKAOKA 

DAISUKE"/AU) 

L7 186 SEA FILE=CAPLUS ABB=ON PLU=ON ("MIZUNO H"/AU OR "MIZUNO 

HAJIME"/AU) 

L8 474 SEA FILE=CAPLUS ABB=ON PLU=ON (L5 OR L6 OR L7) 

L9 6 SEA FILE=CAPLUS ABB=ON . PLU=ON L8 AND THIA? AND ?AZOL? 

LIO 1 SEA FILE=CAPLUS ABB=ON PLU=ON L9 AND L4 

L13 5 SEA FILE=CAPLUS ABB=ON PLU=ON L9 NOT LIO 



=> d 113 ibib abs tot 
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AB The invention relates to novel 1, 2, 4-thiadiazole compds . I [wherein: Rl = C3~7 
alkynyl that may be substituted with halo; R2 = C3-8 cycloalkyl which may be 
substituted with Cl-4 alkyl, halo, CF3, or the like; Al = bond, Cl-2 alkylene, 
or C2-3 alkylidene] . I have excellent arthropod-controlling activity, and can 
effectively control arthropod pests such as insects, acarids, and the like. 
Examples include 15 product syntheses, 8 precursor prepns . , 8 formulations, 
and 1 bioassay. For instance, 5-chloro-3- (methylthio) -1, 2 , 4-thiadiazole was 
alkylated with cyclohexylzinc bromide using a Pd complex catalyst, and S- 
oxidized using m-CPBA, to give 3- (methylsulfonyl) -5-cyclohexyl-l, 2, 4- 
thiadiazole. This sulfone was coupled with 2-butyn-l-ol using NaH in DMF, to 
give invention compound 5-cyclohexyl-3- (2-butynyloxy) -1 , 2 , 4- thiadiazole (II). 
At 500 ppm (spray) against Aphis gossypii on cucumber seedlings, each 
exemplified compound I reduced the number of plant parasites from 20 
individuals to not greater than 3. 
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AB Title compds. I (Rl = alkyl, alkenyl, alkynyl, etc.; R2 = heterocyclylalkyl) 
are prepared Thus, reaction of 5-chloro-3- (4- methylbenzyl) thio-1, 2, 4- 
thiadiazole with 2, 2-dimethyl-l, 3- dioxolane-4-methanol in DMF in the presence 
of NaH at room temperature for 4 h gave 5- (2, 2-dimethyl-l, 3-dioxolan-4- 
yl)methoxy-3- (4-methylbenzyl) thio- 1, 2, 4-thiadiazole (II) . II showed 
arthropodicidal activity against Aphis gossypii at 500 ppm. 
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AB The title thiadiazole compds . with general formula of I, which have excellent 
control activities against injurious arthropods, [wherein Rl = Me, alkenyl, 
alkoxyalkyl, alkylthioalkyl, alkoxyalkoxyalkyl , alkylthioalkoxyalkyl, 
(un) substituted PhO-alkyl, Ph-alkoxyalkyl, or acyloxyalkyl ; R2 = 
(un) substituted Ph-alkyl, Py-alkyl, or pyrimidylalkyl] are prepared For 
example, 5-chloro-3-methylthio-l, 2, 4-thiadiazole was reacted with PhCH20H in 
DMF in the presence of NaH to give 5-ben2yloxy-3-methylthio-l, 2, 4-thiadiazole 
(II) . I at concentration of 500 ppm killed more than 85% of aphis gossypii on 
cucumber seedlings in 6 days. 
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AB The compds. I [Rl = C3-7 (halo) alkenyl ; R2 = halo, Cl-4 alkyl, Cl-3 haloalkyl, 
Cl-4 haloalkoxy, cyano, N02; n = 0-5; A = O, S, direct bond, CR3R4, NR5; R3, R4 
= H, Cl-4 alkyl; R5 = H, Cl-7 alkyl, Cl-3 haloalkyl, C2-4 (halo) alkoxyalkyl, 
C3-6 (halo) alkenyl, C3-7 (halo) alkynyl, CH2CN] and arthropod control agents 
containing I are claimed. A composition containing 5-phenyl-3-propargyloxy- 
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1, 2, 4-thiadiazole (preparation given), showed >90% control against Aphis 
gossypii parasitic on cucumber seedlings. 
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AB The syntheses of [1, 2, 5] thiadiazolo [3, 4-b] pyrazines I (Rl = H, Me, Ph, R2 = H; 

Rl = Me, R2 = H, Me; Rl = Ph, R2 = Me; Rl = R2 = Ph) as well as their 

reduction to 2, 3-diaminopyrazines II are described. 
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